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„ kata W17Rec'dPCT/PT0 27 DEC 2005 

The current status of all claims is listed below and supercedes all previous lists of 

claims. 

Please cancel claims 41-43, and amend claims 1, 12-19, 34-40, and 44-49 as follows: 

1 . (currently amended) A compound of formula(I) or a pharmaceutically acceptable salt 
thereof: 



X^Y R 3 

R " If A- 

0) 



wherein: 



Qis C, CH orN; 

W is N or S, when W is S, R 6 is not present; 
X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R 1 and R 2 are at each occurrence independently selected from H, CH3, optionally 
substituted Ci^alkyl, optionally substituted carbocycle, or optionally substituted heterocycle; or 
R 1 and R 2 in combination can form an optionally substituted heterocycle, or an optionally 
substituted carbocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 

R 4 is selected from H, optionally substituted Ci- 6 alkyl, -C(=0)OCH 3 , optionally 
substituted carbocycle, -C(=0)NH(CH 2 ) heterocycle, or -C(=0)NH(CH 2 )CH 3 ; 
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R 5 is selected from H, or CH3; 
R 6 is selected from H; and 

R 7 is selected from optionally substituted carbocycle. 

2. (original) A compound of claim 1, wherein: 
Qis N. 

3. (original) A compound of claim 1, wherein: 
W is S, and R 6 is not present. 

4. (original) A compound of claim 1, wherein: . 
X is C. 

5. (original) A compound of claim 1, wherein: 
Y is N. 

6. (original) A compound of claim 1, wherein: 
Zis N. 

7. (original) A compound of claim 1, wherein: 

R 1 and R 2 are at each occurrence are independently selected from H, or optionally 
substituted carbocycle, or optionally substituted heterocycle. 

8. (original) A compound of claim 1, wherein: 
R 3 is an optionally substituted Ci^alkyl. 

9. (original) A compound of claim 1, wherein: 
R 4 is-C(=0)NH(CH 2 ) heterocycle. 
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10. (original) A compound of claim 1 , wherein: 
R 5 is selected from H. 



PATENT 



1 1 . (original) A compound of claim 1 , wherein: 
R 7 is an optionally substituted carbocycle. 

12. (currently amended) A compound of claim 1, wherein: 
Q is N or C; 

W is S, and R 6 is not present; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C 5 Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle or optionally substituted Ci^alkyl; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 

R 4 is selected from H, -C(=0)NH(CH2) heterocycle or optionally substituted 
carbocycle; 

R 5 is selected from H; mid 

R 7 is selected from optionally substituted carbocycle. 

13. (currently amended) A compound of claim 1, wherein: 
Q is N or C; 

W is S, and R 6 is not present; 

X is C or N 5 provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle or optionally substituted Ci^alkyl; 
R 3 is selected from H, or optionally substituted Ci^alkyl; 
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R 4 is selected from H, or -C(=0)NH(CH 2 ) heterocycle; 
R 5 is selected from H; and 

R 7 is selected from optionally substituted carbocycle. 

14. (currently amended) A compound of claim 1, wherein: 
Q is N or C; 

W is S, and R 6 is not present; 

X is C or N, provided that when Y and Z are C ? X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 
R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 
R 5 is selected from H; and 

R is selected from optionally substituted carbocycle. 

15. (currently amended) A compound of claim 1 , wherein: 
Q is N or C; 

W is S, and R 6 is not present; 
XisCorN; 
Yis N; 
Zis N; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H 5 or optionally substituted Ci^alkyl; 
R 4 is selected from H, -C(=0)NH(CH 2 ) heterocycle; 
R 5 is selected from H; and 

R 7 is selected from optionally substituted carbocycle. 



DOCKET NO.: ASZN0033-100 (101063 US) PATENT 

16. (currently amended) A compound of claim 1, wherein: 
Qis N; 

W is S, and R 6 is not present; 
XisCorN; 
Y is N; 
Zis N; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 
R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 
R 5 is selected from H; and 

R 7 is selected from optionally substituted carbocycle. 

17. (currently amended) A compound of claim 1, wherein: 
Qis N; 

W is S, and R 6 is not present; 
XisC; 
Yis N; 
Zis N; 

R 1 and R 2 are at each occurrence independently selected from H, or optionally 
substituted carbocycle; or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted Ci^alkyl; 
R 4 is selected from H, -C(=0)NH(CH 2 )heterocycle; 
R 5 is selected from H; and 

R 7 is selected from optionally substituted carbocycle. 

18. (currently amended) A compound acroding according to claim 1 selected from: 
Methyl N-{4-[(3-fluorophenyl)amino]-6"[(2-hydroxypropyl)amino]-l 5 3 ? 54riazin-2-yl}^ 

L-leucinate; 
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Methyl N-{4-[(3-fluorophenyl)ami^ 
leucinate; 

(2R)-2-( {4- [(3-fluorophenyl)a^ 
amino)-4-methy lpentan-1-ol ; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-mefo^ 
D- leucinate; 

Methyl N-{4-[(cyclopropylmethyl)amino]-6-[(3-fluorophenyl)amino]- 1 ,3,5-triazin-2- 
yl}-D-leucinate; 

Methyl N- { 4- [(3 -fluorophenyl)amino] -6- [(3 -methoxypropy l)amino] - 1 ,3 ,5 -triazin-2-y 1 } - 
D- leucinate; 

(2R)-2-({4-[(cyclopropylmethyl)amino 
yl }amino)-4-methylpentan- 1 -ol; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(tetrahydrofuran-2-ylmethyl)a 
triazin-2-yl}-L-leucinate; 

Methyl N-(4- [(3 -fluorophenyl)amino] -6- { [3 -( 1 H-imidazol- 1 -y l)propy 1] amino } - 1 5 3 , 5 - 
triazin-2-yl)-L-leucinate; 

Methyl N-{4-[(2-anilinoethyl)amino]-6-^^ 
leucinate; 

Methyl N- {4-[(3-fluorophenyl)amino]-6-[(2-hydroxy-2-phenylethyl)amino]- 1 ,3,5- 
triazin-2-y 1 } -L-leucinate ; 

Methyl N-(4-[(3-fluorophenyl)amino]-6-{[2-(4-methoxyphenyl)ethyl]amino}-l,3 
triazin-2-yl)-L-leucinate; 

Methyl N-{4-[(2,3-dihydroxypropyl)amino]-6-[(3-fluorophenyl)amino]- 1 ,3,5-triazin-2- 
yl} -L-leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(3-hydroxypyrrolidin- 1 -yl)- 1 ,3,5-triazin-2-yl]- 
L-leucinate; 

Methyl N-{4-[(2-amino-2-oxoethyl)(methyl)amino]-6-[(3-fluorophenyl)amino-l,3,5- 
triazin-2-yl}-L-leucinate; 

(2R)-2-[(4-[(3-fluorophenyl)amino]-6-{[2-(4-methoxyphenyl)ethyl]amino}-l^ 
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triazin-2-y l)amino] -4-methy lpentan-1-ol ; 

Methyl N-{4-[(2-cyanoethyl)(methyl)amino]-6-[^ 
yl}-L-leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(4-pyridin-4-ylpiperazin- 1 -yl)- 1 ,3,5-triazin-2- 
yl]-L-leucinate; 

Methyl N- {4-(4-cyano-4-phenylpiperidin- 1 -yl)-6-[(3-fluorophenyl)amino] - 1 ,3,5-triazin- 
2-yl}-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[^ 
triazin-2-yl}-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(3-morpho 
2-yl}-L-leucinate; 

Methyl N-{4-({244-(aminosulfonyl)phenyl]ethyl}amino)-6-[(3-fluorophenyl)am 
1 ,3,5-triazin-2-yl}-L-leucinate; 

Methyl N-{4-{[2-(dimethylamino)eft^ 
triazin-2-yl}-L-leucinate; 

Methyl N-(4-[(3-fluorophenyl)amino]-6-{[2-(2-hydroxyethoxy)ethyl]amino}-13 ? 5- 
triazin-2-yl)-L-leucinate; 

Methyl N-{4-[(2-fluorophenyl)amino]-6-[(4-hydroxy^ 
L-leucinate; 

Methyl N-(4- [(3 -fluorophenyl)amino] -6- { [3-(2-oxopyrrolidin- 1 -yl) propyl] amino } - 
1 ,3 5 5-triazin-2-yl)-L-leucinate; 

Methyl N- [4- [(3 -fluoropheny l)amino] -6-(4-methoxypheny 1)- 1,3,5 -triazin-2-y 1] -L- 
leucinate; 

Methyl N- [4- [(3 -fluoropheny l)amino] 
leucinate; 

Methyl N- [4- [(3 -fluoropheny l)amino] -6-(4-methoxybenzy 1)- 1 ,3 ,5 -triazin-2-y 1] 
glycinate; 

(2S)-2- { [4-[(3-fluorophenyl)amino] 
methylpentan-l-ol; 
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N 2 -Benzyl-N 4 -(3-fluorophenyl)-6-(4-methoxybenzyl)-13 5 5-triazine-2 

N 2 -{4-[(5-fluoro-2-methylphenyl)amin^ 
N l -(tetrahydrofliran-2-ylmethyl)-L-leucinamide; 

N 2 -{4-[(5-fluoro-2-methylphenyl)amino 
N 1 -propy 1-L-leucinamide ; 

N 2 - { 4- [(3 -cy anopheny l)amino] -6- [(4-methoxyphenyl)thio]pyrimidin-2-yl}-N 1 - 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N 2 -{4-[(5-Chloro-2-methylphenyl)amin^ 
N^Ctetrahydrofuran^-ylmethyO-L-leucinamide; 

N 2 -{4-[(3 3 5-Difluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimid 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

Methyl N-[4-[(3-fluorophenyl) amino] -6-(4-methoxybenzyl)pyrimidin-2-yl] -L- 
leucinate; 

Methyl N-[2-[(3-fluorophenyl) amino]-6-(4-metlioxyben2yl)pyrimidin-4-yl] -L- 
leucinate; 

(S)-2-[4-(3-Fluoro-phenylamino)-6-(4-methoxy^ 
ylamino]-4- methyl-pentanoic acid methyl ester; 

246-(3-Fluoro-phenylamino)-2-(4-methoxy-phenylsulfanyl)-pyrimidin-4-ylamino]-4- 
methyl-pentanoic acid methyl ester; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(quinolin-8-yte^ 
methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; and 

(S)-2-[4- (4-Amino-phenylsulfanyl)-6-(3-cyano-phenylamino)-pyrimidin-2-ylmethyl]- 
4- methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-^idet amide. 

19. (currently amended) A compound of formula (II) or a pharmaceutical^ acceptable salt 
thereof: 
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(ID 

wherein: 

Q is O, S, SO or S0 2 ; 

W is N or halogen, when W is halogen neither R 6 nor R 7 are present; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 

Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted Ci^alkyl, optionally substituted 
carbocycle, or optionally substituted heterocycle; 

R 3 is selected from H, or optionally substituted C^alkyl; 

R 4 is selected from H, optionally substituted d^alkyl, optionally substituted 
heterocycle, cyano, -C(=0)OCH 3 , -C(=0)OCH 3 , -C(=0)NH 2 , -C(=0)NH-optionally substituted 
Ci. 6 alkyl, -C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -C(=0)NH(CH 2 )o.3-optionally 
substituted heterocycle, -C(=0)NH(CH 2 ) 1 . 3 N(CH 3 ) 2? C(=0)NH(CH 2 )i. 3 C(OCH 3 ) 2 , 
C(=0)NH(CH 2 )!. 3 NHC(=0)OC(CH 3 ) 3 , ■C(=0)NH(CH 2 )i. 3 0(CH 2 ) 1 . 3 OH, -C(=0)-optionally 
substituted heterocycle, -C(=0)NH(CH 2 ),. 3 C(=0)OCH 3 , -C(=0)NH(CH 2 )i. 3 OC(CH 3 ) 3 , 
-C(=0)NH(CH 2 ),. 3 SCH 3 , or C(=0)NH(CH 2 )!. 3 C(=0) OH; 

R 5 is selected from H, or CH 3 ; 

or R 4 and R 5 in combination form an optionally substituted heterocycle; 
R 6 is selected from H or CH3; and 

R 7 is selected from optionally substituted Ci^alkyl, optionally substituted carbocycle, 
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optionally substituted heterocycle, or -(CH2)i-3-optionally substituted carbocycle. 

20. (original) A compound of claim 19, wherein: 
QisS. 

2 1 . (original) A compound of claim 1 9, wherein: 
WisN. 

22. (original) A compound of claim 19, wherein: 
Xis N. 

23. (original) A compound of claim 19, wherein: 
XisC. 

24. (original) A compound of claim 19, wherein: 
Yis N. 

25. (original) A compound of claim 1 9, wherein: 
Yis C. 

26. (original) A compound of claim 19, wherein: 
Zis N. 

27. (original) A compound of claim 19, wherein: 
ZisC. 

28. (original) A compound of claim 19, wherein: 
R 2 is optionally substituted carbocycle. 
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29. (original) A compound of claim 19, wherein: 
R 3 is optionally substituted Ci^alkyl. 

30. (original) A compound of claim 19, wherein: 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, or -C(=0)NH(CH 2 )i-3SCH 3 . 

3 1 . (original) A compound of claim 1 9, wherein: 
R 5 is selected from H, or CH3. 

32. (original) A compound of claim 19, wherein: 
R 6 is selected from H or CH 3 . 

33. (original) A compound of claim 19, wherein: 
R 7 is optionally substituted carbocycle. 

34. (currently amended) A compound of claim 19: 
wherein: 

Q is S, SO or S0 2 ; 
W is N; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted carbocycle, or optionally substituted 
heterocycle; 

R 3 is optionally substituted Ci^alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i- 3 SCH 3 , optionally 
substituted heterocycle, cyano, -C(=0)NH 2 , -C(=0)NH-optionally substituted Ci- 6 alkyl, 
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-C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -C(=0)NH(CH2)i-3N(CH 3 )2, 
C(=0)NH(CH 2 )i.3C(OCH 3 )2, C(=0)NH(CH 2 )i.3NHC(=0)OC(CH 3 )3, -C(=0)NH(CH 2 )i- 
3 0(CH 2 ),. 3 OH, -, -C(=0)NH(CH 2 ) U3 C(=0)OCH 3 , -C(=0)NH(CH 2 )i. 3 OC(CH 3 ) 3 , or 
C(=0)NH(CH 2 )i. 3 C(=0)OH; 
R 5 is H; 

or R 4 and R 5 in combination form an optionally substituted heterocycle; 
R 6 is selected from H; and 

R 7 is selected from, optionally substituted carbocycle, optionally substituted 
heterocycle, or -(CH 2 )i_ 3 -optionally substituted carbocycle. 

35. (currently amended) A compound of claim 19: 
wherein: 

QisS; 
Wis N; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 

R 2 is selected from H, optionally substituted carbocycle, or optionally substituted 
heterocycle; 

R 3 is optionally substituted Ci^alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=O)NH(CH 2 ) 0 - 3 -optionally substituted heterocycle, -C(=0)NH(CH 2 )i. 3 SCH 3 , optionally 
substituted heterocycle, cyano, -C(=0)NH 2 , -C(=0)NH-optionally substituted Ci^alkyl, 
-C(=O)NH(CH 2 ) 0 . 3 -optionally substituted carbocycle, -C(=0)NH(CH 2 ) 1 . 3 N(CH 3 ) 2 , 
C(=0)NH(CH 2 )i. 3 C(OCH 3 ) 2 , C (=0)NH(CH 2 ),. 3 NHC(=0)OC(CH 3 ) 3 , -C(=0)NH(CH 2 )i. 
3 0(CH 2 ),. 3 OH, -, -C(=0)NH(CH 2 ),. 3 C(=0)OCH 3 , -C(=0)NH(CH 2 )!. 3 OC(CH 3 ) 3 , or 
C(=0)NH(CH 2 )i. 3 C(=0)OH; 

R 5 is H; 

or R 4 and R 5 in combination form an optionally substituted heterocycle; 
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R 6 is selected from H; and 

R 7 is selected from, optionally substituted carbocycle, optionally substituted 
heterocycle, or -(CH2) 1-3 -optionally substituted carbocycle. 

36. (currently amended) A compound of claim 19: 
wherein: 

QisS; 
Wis N; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R is selected from H, optionally substituted carbocycle; 
R 3 is optionally substituted Chalky!; 

R 4 is selected from, -C(=0)OCH3, -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, -C(=0)NH(CH 2 )i. 3 SCH 3 , optionally 
substituted heterocycle, cyano, -C(=0)NH 2 , -C(=0)NH-optionally substituted Ci^alkyl, 
-C(=0)NH(CH 2 )o-3-optionally substituted carbocycle, -C(=0)NH(CH 2 )i-3N(CH 3 )2, 
C(=0)NH(CH 2 )i.3C(OCH 3 )2, C(=0)NH(CH 2 )i. 3 NHC(=0)OC(CH 3 )3, -C(=0)NH(CH 2 ),. 
3 0(CH 2 ),. 3 OH, -, -C(=0)NH(CH 2 )i. 3 C(=0)OCH 3 , -C(=0)NH(CH 2 ) 1 . 3 OC(CH 3 )3, or 
C(=0)NH(CH 2 )i. 3 C(=0)OH; 

R 5 is H; 

R 6 is selected from H; and 

R 7 is selected from, optionally substituted carbocycle, optionally substituted 
heterocycle, or-(CH 2 )i-3-optionally substituted carbocycle. 

37. (currently amended) A compound of claim 19: 
wherein: 

Qis S; 
Wis N; 
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X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 2 is an optionally substituted carbocycle; 

R 3 is optionally substituted Ci-6alkyl; 

R 4 is selected from, -C(=0)OCH3, -C(=0)-optionally substituted heterocycle, 
-C(=0)NH(CH 2 )o-3-optionally substituted heterocycle, -C(=0)NH(CH 2 ),_ 3 SCH 3 , optionally 
substituted heterocycle, cyano, -C(=0)NH2, -C(=0)NH-optionally substituted Ci^alkyl, 
-C(=O)NH(CH 2 ) 0 -3-optionally substituted carbocycle, -C(=0)NH(CH 2 )i-3N(CH 3 ) 2? 
C(=0)NH(CH 2 ) 1 . 3 C(OCH 3 ) 2 , C(=0)NH(CH 2 ) l _ 3 NHC(=0)OC(CH 3 ) 3 , -C(=0)NH(CH 2 )!_ 
3 0(CH 2 ),. 3 OH, -C(=0)NH(CH 2 ) 1 . 3 C(=0)OCH 3 , -C(=0)NH(CH 2 )i. 3 OC(CH 3 ) 33 or 
C(=0)NH(CH 2 )i_ 3 C(=0)OH; 

R 5 is H; 

R 6 is selected from H; and 

R 7 is optionally substituted carbocycl e , carbocycle . 

38. (currently amended) A compound of claim 19: 
wherein: 

Qis S; 
Wis N; 

X is C or N, provided that when Y and Z are C, X is N; 

Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N, provided that when X and Y are C, Z is N; 
R 2 is an optionally substituted carbocycle; 

R 3 is optionally substituted Ci. 6 alkyl; 

R 4 is selected from, -C(=0)OCH 3 , -C(=0)-optionally substituted heterocycle, 
-C(=O)NH(CH 2 ) 0 - 3 -optionally substituted heterocycle, -C(=0)NH(CH 2 )u 3 SCH 3 , optionally 
substituted heterocycle, -C(=0)NH 2 , -C(=0)NH(CH 2 )o-3-optionally substituted carbocycle; 

R 5 is H; 
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R 6 is selected from H; and 

R is optionally substituted carbocycle. 

39. (currently amended) A compound of claim 19: 
wherein: 

QisS; 
Wis N; 

X is C or N, provided that when Y and Z are C, X is N; 
Y is C or N, provided that when X and Z are C, Y is N; 
Z is C or N 5 provided that when X and Y are C, Z is N; 
R 2 is optionally substituted carbocycle; 
R 3 is optionally substituted C^alkyl; 

R 4 is selected from, -C(=0)OCH3 5 -C(=0)-optionally substituted heterocycle, 
-C(=0)NH (CH 2 ) 0 -3-optionally substituted heterocycle, or -C(=0)NH(CH 2 )i- 3 SCH 3 ; 
R 5 is selected from H; 
R 6 is selected from H; and 
R 7 is optionally substituted carbocycle. 

40. (currently amended) A compound according to claim 19 selected from: 

Methyl N-{4-(4-methoxyphenoxy)-6-[(thien«2-ylmethyl)amino]-l,3,5-triazin-2-yl}-L- 
leucinate; 

Methyl N-[4-(4-methoxyphenoxy)-6-(2-pyridin-4-ylethyl)- 1 ,3,5-triazin-2-yl]-L- 
leucinate; 

Methyl N-[4-[(2,3-dihydroxypropyl)am^ 
L- leucinate; 

Methyl N-4-(4-methoxyphenoxy)-6-[(tetrahydrofiiran-2-ylmethyl)amino] - 1 ,3,5-triazin- 
2-yl}-L-leucinate; 

Methyl N- [4- [(3 -fluorobenzyl)amino] -6-(4-methoxyphenoxy)- 1 ,3 ? 5-triazin-2-yl] -L- 
leucinate; 
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Methyl N-[4-[(2-metlioxybenzyl)amm^^ 
leucinate; 

Methyl N-[4-[(3,5-difluorobenzyl)a^ 
leucinate; 

Methyl N-[4-[(3,5<iichlorobenzyl)amino]-6-(4-m 
leucinate; 

Methyl N-[4-(benzylamino)-6-(4-methoxyphenoxy)- 1 ,3 5 5-triazin-2-yl]-L-leucinate; 
Methyl N-[4"(butylamino)-6-(4-methoxyphenoxy)-l 5 3 ? 5-triazin-2-yl]-L-leucinate; 
Methyl N44-(pentylamino)-6-(4-methoxyphenoxy)-13 ? 5^riazin-2-yl]-L-leucinate; 
Methyl N- {4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 1 ,3 5 5-triazin-2-yl} 
glycinate; 

(2R)-2-({4-[(5-CUoro-2-methylphenyl)amino]-6-[(4-methoxyphenyl)thio]-l^ 5 5-tri 

2- yl}amino)-4-methylpentan- 1 -ol; 

Methyl N-{4-[(5-chloro-2-methylphenyl)amino]-6-[(4-methoxyphenyl)thio]-l ? 3 5 5- 
triazin-2-yl} -L-leucinate; 

Methyl N- {4-[(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5-triazin-2-yl } -L- 
leucinate; 

1- {4-[(3-fliiorophenyl)amino]-6-[(4-methoxyphenyl 

3- ol; 

N 2 -4- [(3 -fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5 -triazin-2-yl } -L- 
leucinamide; 

N 2 -(3-fluorophenyl)-N 4 -isopentyl-6^ 

diamine; 

(2S)-2-({4-[(3-fluorophenyl)amino]^^ 
amino)-4-methylpentan- 1 -ol; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-^ 
phenylalaninate; 

2- ({4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio] 
propan-l-ol; 
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N 2 -(2,2-Dimethoxye%l)^ 
triazine-2,4-diamine; 

Ethyl N- { 4- [(3 -fluoropheny l)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5 -triazin-2-yl } -b- 
alaninate; 

3-[{4-[(3-fluorophenyl)amino]-6-[(4-m (methyl) 
amino]propanenitrile; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-metto 
alaninate; 

Methyl N- { 4- [(3 -fluoropheny l)amino] -6- [(4-methoxypheny l)thio] - 1 ,3 , 5 -triazin-2-y 1 } - 
D-leucinate; 

Methyl N-{4-[(23<hhydroxypropyl)thio]-6-^ 
yl}-L-leucinate; 

Methyl N-4-[(3-fluorophenyl)amino]-6-[(3-meto^ 
leucinate; 

Methyl N- {4- [(3 -fluoropheny l)(methyl)amino] -6- [(4-methoxypheny l)thio]-l,3,5-triazin- 
2- yl}-L-leucinate; 

(R)-2-( { 4- [(3-fluoropheny l)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5 -triazin-2-y 1 } 
amino)-4-methylpentan- 1 -ol; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(2-^^ 
leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(phenylthio)-13 ? 5-triazin-2-yl]-L-leucinate; 
Methyl N-[4-[(3-fluorophenyl)amino]-6<quinolin-2-ylthio)-l,3 5 5-triazin-2-yl]-L- 
leucinate; 

Methyl N-{4-[(4-aminophenyl)thio]-6-[(3-fluorophenyl)amino]-l ? 3 5 5-triazin-2-yl}-L 
leucinate; 

Methyl N-4-[(3-bromophenyl)thio]-6-[(3-fluorophenyl)amino]-l,3 ? 5-triazin-2-yl}-L- 
leucinate; 

Methyl N-[4-[(3-fluorophenyl)amino]-6-(pyrimidin-2-ylthio)-13 5 5-triazin-2-yl]-L- 
leucinate; 
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Methyl N-{4-{[2-(dimethylamin^^ 
2-yl}-L-leucinate; 

Methyl N-{4-({ l-[2^dimethylamino)ethyl]-lH-tetraazol-5-yl}thio)-6-[(3- fluorophenyl) 
amino]-l,3 ? 5-triazin-2-yl}-L-leucinate; 

Methyl N-{4-[(3-fluorophenyl)amino^ 
yl}-L-leucinate; 

Methyl N-{4^(3-fluorophenyl)amiro^ 
yl}-L-leucinate; 

N 1 - [2-(Dimethy lamino)ethyl]-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) 
thio]-l ,3,5-triazin-2-yl} -L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]-13 5 5-tri 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N 2 -{44(3-fluorophenyl)amino]-6^^ 
morpholin-4-ylethyl)-L-leucinamide; 

N 1 - { 2- [(tert-Butoxycarbony l)amino] ethyl } -N 2 - {4- [(3 -fluoropheny l)amino] -6- [(4- 
methoxyphenyl)thio]-l ? 3 ? 5-triazin-2-yl}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-64(4-methoxyphenyl)thio]-13 5 5-triazm^ 
(pyridin-3-ylmethyl)-L-leucinamide; 

N 1 -(3 5 5-Difluorobenzyl)-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyph^ 
l 5 3,5-triazin-2-yl}-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)ami^ 
furylmethyl)-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)am^ 
oxopyrrolidin-l-yl)propyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amin^^^ 

methoxybenzyl)-L-leucinamide; 

o l 
N - {4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 1 ,3,5-triazin-2-yl} -N -(2- 

piperidin- 1 -ylethyl)-L-leucinamide ; 

N 2 - {4- [(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]- 1 ,3,5-triazin-2-yl } -N 1 - [2-(2- 

-20- 



DOCKET NO.: ASZN0033-100 (101063 US) PATENT 

hydroxyethoxy)ethyl]-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-^ 
phenyl-L-leucinamide; 

N 2 - {4-[(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ^^-triazin^-ylJ-N 1 - 
propyl-L-leucinamide; 

N 2 - { 4- [(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5 -triazin-2-y 1 } -N 1 -(2- 
pyrrolidin-l-ylethyl)-L-leucinamide; 

N 2 -(3-fluorophenyl)-6-[(4-metho^ 
ylcarbonyl)butyl]-l ? 3,5-triazine-2 5 4-diamine; 

N 1 -{2-[4-(aminosulfonyl)phenyl]ethyl}-N 2 -4-[(3-fluorophenyl)amino]- 
methoxyphenyl)thio]-l 5 3,5-triazin-2-yl}-L-leucinamide; 

N -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio-l ,3,5-triazin-2-yl}-N -[2-(l- 
methylpyrrolidin-2-yl)ethyl]-L-leucinamide; 

N 2 - {4- [(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 ,5-triazin-2-yl } -N 1 -(3 - 
methoxypropyl)-L-leucinamide; 

N 2 - {4- [(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio] - 1 ,3 5 5-triazin-2-yl)-N 1 - 
(pyridin-2-ylmethyl)-L-leucinamide; 

Methyl N-{2-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrimidin-^ 
leucinate; 

Methyl N- {4- [(3 -fluorophenyl)amino] -6- [(4-methoxyphenyl)thio]pyrimidin-2-yl } -L- 
leucinate; 

N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) thio]pyrimidin-2-yl} -leucine; 
N-{4-[(3-fluorophenyl) (methyl) amino]-6-[(4-methoxyphenyl)thio]pyrimidin-2-yl}-L- 

leucine; 

N- { 4-chloro-6- [(4-methoxyphenyl)thio]pyrimidin-2-yl } -N-methyl-leucine; 
Methyl N- {4- [(3-fluorophenyl)amino] -6- [(4-methoxyphenyl)thio]pyrimidin-2-yl } -N- 
methylleucinate; 

N 2 -[4-[(3-fluorophenyl)amino]-6-(quinolin-2-ylthio)pyrimidin-2-yl]-N 1 - 
(tetrahydrofiiran-2-ylmethyl)-L-leucinamide; 
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N 2 -{44(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrim 
furylmethyl)-L-leucinamide; 

N - { 4- [(3 -fluoropheny l)amino] -6 - [(4-methoxypheny l)thio] pyrimidin-2-y 1 }-N - 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio] pyrimidin-2-yl}-N -propyl- 
L- leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) thio]pyrimidin-2-yl}-N 1 -(2- 
morpholin-4-ylethyl)-L-leucinamide; 

N 1 -(2 5 2-methoxyethyl)-N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyph^ thio] 
pyrimidin-2-yl } -L-leucinamide ; 

N 2 - {4- [(3 -fluoropheny l)amino] -6- [(4-methoxyphenyl)thio]pyrimidin-2-y 1 } -N 1 -(2- 
pyridin-2 ylethyl)-L-leucinamide; 

Methyl N-{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio] pyrimidin-2-yl}-L- 
leucylglycinate; 

N 2 - {4-[(3-fluorophenyl) amino]-6-[(4-methoxyphenyl)thio]pyrimidin-2-yl } -N 1 -[3-( 1 H- 
imidazol-1 -yl)propyl] -L-leucinamide; 

N -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) thio]pyrimidin-2-yll-N -(2- 
isopropoxyethyl)-L-leucinamide; 

N -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) thio]pyrimidin-2-yl}-N -[2- 
(methylthio)ethyl]-L-leucinamide; 

N - { 4- [(3 -fluoropheny l)amino] -6- [(4-methoxypheny)thio] pyrimidin-2 -y 1 } -N -pentyl-L- 
leucinamide; 

N- { 4- [(3 -fluoropheny l)amino-6 - [(4-methoxypheny 1) thio] pyrimidin-2 -y 1 } -L- 
leucylglycine; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-metto 
imidazol-5 -y l)ethy 1] -L-leucinamide ; 

N 2 - {4-[(3-fluorophenyl) amino] -6- [(4-methoxyphenyl) thio]pyrimidin-2-yl } -N 1 - 
methoxy-N^methyl-L-leucinamide; 

N 2 -{4-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl) thio]pyrimidin-4-yl)-N 1 -(2- 

-22- 



DOCKET NO.: ASZN0033-100 (101063 US) PATENT 

morpholin-4-ylethyl)-L-leucinamide; 

N 2 -{2-[(3-fluorophenyl)amino]-6-[(4-methoxyphenyl)thio]pyrim 
(tetrahydrofuran-2-ylmethyl)-L-leucinamide; 

N 2 -{2-[(3-fluorophenyl)amino]-6-[(4-^ 
L-leucinamide; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(tWazol-2-ylsulfa^ 
methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(pyri^^ 
methyl-pentanoic acid(tetrahydro-fiiran-2-ylmethyl)-amide; 

N -{4-[((3-Methyl-propyl)thio)amino]-6-[(4-methoxyphenyl)thio]pyrimid - 
(tetrahydrofuran-2-ylmethyl)-L- l e ucinamid e leucinamide; 

N 2 -{4-[(2-Pyridyl)amino]-6-[(4-m 
(tetrahydrofuran-2-ylmethyl)'L^ l e ucinamide leucinamide; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(4-methoxy 
4-methyl-pentanoic acid (2-methylsulfanyl-ethyl)-amide; 

N 2 -{2-[(3-Fluorophenyl) aminol-6-[(4-methoxyphenyl)thio]pyrimidin-4-yl}-N 1 -l- 
morpholin-4-yl-L- l e ucinamid e leucinamide; 

2-[6-(3-Fluoro-phenylamino)-2-(4-methoxy-phenylsulfanyl)-pyrimidin-4-ylamino]-4- 
methyl-pentanoic acid methyl ester; 

(S)-2-[6-(3-Fluoro-phenylamino)-4-(4-metho 
methyl-pentanoic acid methyl ester; 

N 2 -(3-Fluoro-phenyl)-6-(4-methoxy-phenylsulfanyl)-N 4 -(3-methyl-l-pyridin-2-yl- 
butyl)-pyrimidine-2,4-diamine; 

N 4 -(3-Fluoro-phenyl)-6-(4-methoxy-phenylsulfanyl)-N 2 -(3-methyM-pyridin-2-yl- 
butyl)-pyrimidine-2,4-diamine; 

(S)-2-[4-(3-Cyano-phenylamino)-6-(quinolin-8-ylsulfanyl)-pyrimidin-2-ylmethyl]-4- 
methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 

(S)-2-[4-(4-Amino-phenylsulfanyl)-6-(3-cyano-phenylamino)-pyrimidin-2-ylmethyl]-4- 
methyl-pentanoic acid (tetrahydro-furan-2-ylmethyl)-amide; 
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(S)-2-[3-(3-Fluoro-phenyla^ 
methyl-pentanoic acid methyl ester; 

(S)-2-[2-(3-Fluoro-phenylamino)-6-(4-methoxy^ 
methyl-pentanoic acid methyl ester; 

(S)-2-[6-(3-Fluoro-phenylamino)-4-(4-methoxy-phenylsulfanyl)-l-oxy-pyridin-2- 
ylamino]-4-methyl-pentanoic acid methyl ester; and 

(S)-2-[4-(3-Fluoro-phenylamino)-6-(4-methoxy-phenylsulfanyl)-pyridin-2-ylamino]-4- 
methyl-pentanoic acid methyl ester. 

41-43. (cancelled). 

44. (currently amended) A method for the treatment of neurological disorders associated 
with J3-amyloid production comprising administring administering to a warm-blooded animal in 
need of such treatment a therapeutically effective amount of a compound according to any on e of 
claims 1 4 0 claim 1 . 

45. (currently amended) A method for inhibiting y-secretase activity comprising 
administering to a warm- blooded animal in need of such inhibition a therapeutically effective 
amount of a compound according to any on e of claims 1 40 claim 1 . 

46. (currently amended) A method for the treatment or prophylaxis of Alzheimer's disease 
or Down's syndrome comprising administring administering to a warm-blooded animal in need 
of such treatment a therapeutically effective amount of a compound according to any on e of 
claims 1 40 claim 1 . 

47. (currently amended) A pharmaceutical composition comprising a compound according 
to any on e of claims 1 4 0 claim 1, or a pharmaceutical^ acceptable salt or in vivo hydrolysable 
ester thefef thereof , together with at least one pharmaceutically acceptable carrier, diluent or 
excipent. 
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48. (currently amended) A process for preparing a compound of formula (I) as recited in 
claim 1 or a pharmaceutically acceptable salt or in vivo hydrolysable ester th e rof thereof which 
process comprises : 

a) RMhlol. 

DIEA, DME, 0° C to RT ^ 
b^-NH^HCI, ^ M r3 




DIEA, iPrOH, reflux 

c) LiOH, MeOH, THF. q 



NMM, CH 2 CI 2 

CI 



isobutyl chloroformaie 



R 3 



NH 2 S N N Y 



X R 4 



CI 

] RiR2NH2 



R ^S N N ]f N 'R 4 l30°C,40min ^S^N^N^* 
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49. (currently amended) A process for preparing a compound of formula(II) as recited in 
claim 19 or a pharmaceutically acceptable salt or in vivo hydrolysable ester th e rof thereof which 
process comprises: 

? l a) R1R2WH T 

N -4 N 01EA(1.2^),THF N ^N 

CI^N^CI b)R3S H,DIEAflJ2ttO J, C] 

THF, reflux K£ 
1a 1b 




PS-HOBT, DMF " "N" 



DIEA (4 eq), 90" C 



1 



N N 
R1 I J „R3 

R2 

1C 



R4R5NH (0.8 eq) 



R4. r R5 



R1 

PS-DIEM2.5 eq), "N' "*N~ ~*S 

microwave, 160" C, 5 minutes r 2 

id 



-26- 



